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TI Preparation of benzo [f ] isoindoles as EP4 receptor ligands 
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AB The title compds . [I; Rl = H, halo, alkyl, etc.; R2 = alkyl; R3 = H, O; 
R4 = H, alkyl; R5 = alkyl (un) substituted Ph, naphthyl, etc.; R7-R10 = 
H, alkyl, alkoxy, etc.; Rll = H, OH, halo, etc.] which bind with high 
affinity to the EP4 receptor and are of use in the treatment or 
prevention of conditions such as a pain, inflammatory, immunol . , bone, 
neurodegenerative or renal disorder, were prepared E.g., a multi-step 
synthesis of II which showed pKb of 7.0 or greater in EP4 antagonist 
assay, was given. 



IT 439289-06-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) (preparation of benzo [f ] isoindoles as EP4 receptor ligands) 
RN 439289-06-2 CAPLUS 

CN Benzeneacetamide, 4- (4, 9-diethoxy-l , 3-dihydro-l, 3-dioxo-2H- 

benz [f ] isoindol-2 -yl) -N- (2 -thienylsulf onyl) - (9CI) (CA INDEX NAME) 
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OS MARPAT 135:147431 

AB The invention provides compds . including sulfonylurea derivs., 
sulfonyl thiourea derivs., sulf onylguanidine derivs., 
sulfonylcyanoguanidine derivs., thioacylsulf onamide derivs., and 
acyl sulfonamide derivs. which are effective platelet ADP receptor 
inhibitors. These derivs. may be used in various pharmaceutical 
compns., and are particularly effective for the prevention and/or 
treatment of cardiovascular diseases, particularly those diseases 
related to thrombosis. The invention provides a method for preventing 
or treating thrombosis in a mammal comprising the step of administering 
a therapeutically effective amount of a compound of the invention, or a 
pharmaceutical^ acceptable salt thereof. 

IT 353245-84-8 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological study, unclassified) ; THU (Therapeutic use) / BIOL 
(Biological study); USES (Uses) (platelet ADP receptor inhibitors, and 
therapeutic use) 

RN 353245-84-8 CAPLUS 

CN Benzeneacetamide, 4- (5-chloro-l, 3-dihydro-l, 3 -dioxo-2H-isoindol-2-yl) -N- 
(2-thienylsulfonyl) - (9CI) (CA INDEX NAME) 
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AB DWN(E)C( :Y)NHS02A, DWC ( : Y) NHS02A, DWN (E) C { : Y) NHCH2A, DWN (E) C (SZ) :NS02A, 
etc.; [A = (substituted) aryl, heteroaryl, alkylaryl, alkylheteroaryl ; W 
= (substituted) aryl, heteroaryl; D = NR1COR2 , OR1, specified 
heteroaryl; E = H, alkyl, polyhaloalkyl , cycloalkyl, alkylaryl, 
(substituted) aryl, heteroaryl; Z = alkyl; Rl = H, alkyl, polyhaloalkyl, 



cycloalkyl, alkylaryl, alkylcarbonyl , (substituted) arylcarbonyl , aryl, 
heteroaryl, heteroarylcarbonyl ; R2 = (substituted) aryl, heteroaryl; 
R1R2 = bond, atoms to form a Cl-8 chain] , were prepared as inhibitors of 
ADP-mediated platelet aggregation (no data). Thus, N- (4 -amino-2 - 
methylphenyl) -4- chlorophthalimide di-Me N-cyanodithioiminocarbonate 
were stirred in pyridine at 115° for 8 h to give a residue. The residue 
was heated with DBU, DMAP, and 5 -chlorothiophene -2 -sulfonamide in 
pyridine at 115° for 23 h to give 5-chloro-2- [4- [ [ [ [ (5-chlorothiophen-2 - 
yl) sulfonyl] amino] (cyanoimino) methyl] amino] -2- 
methylphenyl] benzo [c] azolidine-1, 3-dione . 
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or pharmaceutical^ acceptable salts and prodrugs 



